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(54) imozm \£*??>*fmmmmm 

(57) [gift] (HEjEW) 

ism ftt^. : ?5vf^ffi^i / >{ct>#fc.p>-f. fin 

MM] 1 ] : 



(R,>r €k ^ 

^CH-N^N-Y-C0-R ? 



[II 



KfR 1 llH, C 1 ~C 4 T/^WS, C 1 ~C 4 T 
' V3 *'>S« -CF 3 , -N0 2 , -NH 2 §;R 2 li 
-OH, C 1 ~C 8 r^3dr->g, C^C^MA- 
S-O- (CH 2 ) nCH 2 -R 3 ({&LR 

/«-S, 2 -^ain^S, 2 - b - y ; Yli4> < t 

1 1 «BU:OZ«t^*fcH:=*»^t*-t-5 C 3 ~C 
6 T/U*UVS; nl*0~3 ;HW>lit) "C*$ 
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-«5£[ I ] 

[ftl] 



.CH-N N-Y-CO-Rj, 
At ^ — ' 



[I] 



^^Ss ^P^, -CF 3 , -NO ZN -NH 2 , -N 
HCOCHg ; R 2 ^-OH> Cl-C87^=i*^£, C 
3—C6->^nT/P^U-Cl—C4r/U3^ri/S x C3— 
C6v^ vT/m-A'tti/^ CI— C47Vl'^3rv'-Cl 
— 047^3 3rv^ CI— C4t Ku 3r;yTy>t'^3^v' 
^/Pf^ii y=/^^VS* CI— C4T/l'3vi'7 ^ 
/g, -0(CH 2 )nCH 2 -R 3 S(R 3 tt7x^il 
(CCl-C4T/^/^T^ /S, Cl-C47/l'=i3rv/g£ 

CI— C4T/^/^S > Cl— C4T/W3^rv'S, ad^ 
>\ -CF 3> -N0 2 , ~NH 2 $f:«:-NHCOCH3 

t> iflK±o-fi^*fcri=KJB'&^#-rsc3'-C6 
7;^i/yltfc(j:-CH 2 CR 4 =CH-S(R 4 liCl 
-C47/U=*^S) ; ntt0-3£*1- o fc«U R x 
AiftS^ain/uS, Y^-CH 2 CH = CH-S^o 

[»**2] Y^>4<tt>lfiH±OEEtt©Il 
«^Sr*1-5 C3-C6T/^ u^g-OfeS!*^ 1 

[§l#Jf 3] Y £ 1 l<i^±(DZS2ffi(Drfi 

^^•r^c3-c6r/^u>-s^fc5if*3SnciB 

[»**4] -«5t[I] : 
[ft 2] 



.CH-N N-Y-C0-R 2 
At ^ — / 



[I] 



Wt, R^iH. CI— C4T/^J^m. CI— C4T/U3 
^o^y, -CF 3 , -N0 2 , -NH 2 . -N 
HCOCH3 ; R 2 tt-OH, Cl-C8r^^^ri/S> c 
3— C6i/^ p7;^;>-C1- C4T/U=» C3— 
C6i/^nTyU^yu^v'S N CI— C47/i^ CI 



-C47;U=i^>g % Cl-C4t Kn*WVl'=i*S/ 

Cl-C4T^/i-T^ 
-0(CH 2 )nCH 2 -R 3 g(R 3 te:7;n^/Ufl_b 
{C C 1- C 47/l^/l/T ^/l, C 1- C 47 zi * 

TtctVN^zc^S) ; Ali7x=;l/S, l*fcf42- 

Cl-C47VMrVl^ Cl-C47/U=i^rv'S> 

>\ -CF 3> -N0 2 , -NH 2 £fcli-NHCOCH 3 

t> l<B«±o-fi^^*/criHfi^Sr^5C3-C6 

7^^U>-S^fc^-CH 2 CR 4 =CH-S(R 4 tiCl 

5 j 2 tcE«o t°-<7 v>*mimm 

t LTSfr*-* £ £ £ -J- 5fg#Ji 4 15 

6 ] fS#Jf 2^0ctt73 iC|B«tf> fcT^<7 ^V^F 

1 ok± *r*^rt» t ur^w-r 5 n t t -t 

[»**7] HfcW: 
[ft 3] 



[ft 4] 



H CO-R, 



CH-N N<H2 \ /H 

H CO-Ra 



fla] 
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[§t#JS8] X-CH 2 C = CCOO-R 2 

lit 6] 

X " CH 2\ /CO-R 2 

X*£tlZit&®>z" : " 

lit 7] 



CH-N 



NH 



lit 8] 



(Ri)i 



CH-N N-CH;> \ /CO-R* 

/ c=c \ 

H H 



[lb] 



ntt»**l i:iaait"e*>5]"C*Six5tr-<9^^ 

[M**9] 
lit 9] 



. CH-N NCH 2 CsCH 
At N — ' 



liti o] 



ch-i/ V nch 2 c^ccooh 



[li] 



bVK n-y^/K iso-^/K sec-^fvK n— ^ 
^/K iso-^VfvK sec-^VfvK n-^:/^vK i 



<0\ 



^ h n f/K 2 - fc Kp^v^x^/k 3 - t 

-(CH 2 )nCH 2 -R 6 l(R 6 |j:3, 4 -^U^aNf. 
e/7xX/Vifc|i3, 4, 5 - by p< h^^/7x^H x 
nttO-3)S:*i-]"e***t5ft^*i:K«**T. - 

[ft 1 1 1 



j CH-N NCHjCsCCOORs 
PC N — ' 



Kfcl 2] 



H5k / \ 

> CH-N N-CH2 X /CCMDRs 
H N H 



[Ibl 



10 0 0 1] 
[0 0 0 2] 

iftmo&m&iixmmm&Li. 5 t-tzvm] m 

m&#kl,Xft. m±t£. #gg¥3-2 4 6 2 8 

3] 



/ — \ 

CH-N^ ^N-CH 2 CH2CH2COOC 2 H 5 »2HCI 



«fPBBS5 9-6 2 5 7 7^-fC, St : 
Utl 4] 
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CH-N^ ^N-CHaCHsCHCOOCaHB-aHCI 



"C^ £ ixS 4 - ( v> 7 ^ =f-)V) - 1 - tf ^ y i?=L/U 

[0 0 0 3] r*t4-C^#.<(Deit^^5^J^|fi^ 

six, ru;u^-it<o&fgm»^».0t^ommmizm^ 

<DW9ltf * $ JxT t T ^ 5 t x * 

[0004] 

mmmmmt. i ] : 

[{fcl 5] 

(n ' >n Ck 

yCH-H N-Y-CO-Rs [I] 

[3;+, R^H, Cl-C4T/U*A'g, C1-C4TA^ 
^cis^s -CF 3> -N0 2 , -NH 2 , -N 

HCOCH 3 ; Rgli-OH, Cl-C8T^3^ri/S % c 
3~C6->^nr/U^/v—Cl~C4Ty^=3^i/S, C3— 
C6v^ PT^t^^S, Cl^C4TA'=i*$/-Cl 
~C4Ty^3^rv'S, CI— C4fc Kp^>7;^^i/ 

TvWfcf'* U S^/l^^g, ci— CAT/V^jVT % 
/m, -0(CH 2 )nCH 2 -R 3 I(R 3 |jL7x^>Sl 
ICC1— C4TA'3r/W'^/S. 01-047;^^^ 

TtJtV^^-yUS) ; Att7*=^S % l*fcf*2- 

CI— C4T/l'3r/Ug, CI— C4T/Wn^->S, />py 
V, -CF 3> -N0 2> -NH 2 *fcf2-NHCOCH 3 

T^U>'S*feri-CH 2 CR 4 =CH-S(R 4 ttCl 



[00 05] *^^0MI5-«^[I]4», R^Sft 
5, Cl-C4T/i^/uS<h LTtt;<?vK n- 

*f**>, n- iso-r/ntf* 

y*. 3>>3K#JWrf ?>ix6 0 R 2 "C*£*bS* C1-C8 

^ri'/M-^rv', iso-^^r->/W^^rV ; C3— C6i/^n 
T/V*/l'-Cl-C4TA'=i3rv'g < J: UTte^ n ;/n If 
; C3— C6v^ PTA'^;t*v'g < *: L 
Ttei^n^^/l^^i/g ; CI— C4X/l':=»3r>>— c 
l~C4T^3*S/S£L,-CW:y ^h* 

S ; Cl-C 5 t Kn*^T^3*^36fc UTte-OCH 
2 CH 2 OH, -OCH 2 CH 2 CH 2 OH, -OCH 2 CH 
(OH)CH 2 OH. -OCH 2 CH 2 OCH 2 CH 2 OH 
S; Cl-C4T/^/UT^/S^ LT^^^/UT^/, 

[0 0 0 6] R 2 -e^$il5, -0(CH 2 )nCH 2 -R 3 
*OR 3 T^£;fr3Cl-C4T/l'*/l'T^/S£ LTd: 
*f~ASr%/ % xf/U7^y, n-yolf/^r iso 
-yo^r^, S^TvUTSA i?^;vr%; 

Wi?tti/7 xzzA', 3, 4, 5- h'J ^ h^ri/^znn 
^g^ff e>ttS e A-C**ix5, C1-C4T/V*/V£ 

-hy7/^n^f/l/7x^;l/S; CI— C4T/U^^ri/ 

nyyt«*tlt7x^g^ ltttp-^Ba7i 
x=-yK m-^nD7x-/K 0-^007x^7^ p— 
7/Vtn7x=;K Di-7/l'tn7x=;K o— 

[0 0 0 7] YVftZtiZ* -fitt^* fell =«S^Sr 
^< fct lffla±*-r5C3-C6T^lx^St LT 
fl-CH = CH-, -CH 2 C = C- -CH 2 CH = C 
-CH 2 CH 2 CH=CH", ~CH 2 CH = CH 
CH 2 -, 

Utl 6] 

H H H _ 

(E)-CH2C=0, -CH2C=CC=C-. (Z)-CH2C=0- S 

l t , (OR 4 -e^$n5Cl-C4T/U=i^r^S < !:LT«y h 
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[0008I *&m<owi& l -fm.l i ]-v^tiiit^m 
mm. 9k<t*mm. mm, mm. ®m%n&mm 

ttVT.tv-frvm, hV ?*'iru}.5\/%>\'-fcym. ^ 

^v^/u* ^K^coi 5 tar y -^A^yii, ft 
7va#, y^^K, 



A^OT&Mig, Tl/^-V&m.. tr/UTSf, ^<?jv 

$ tr-ay &i*teimMato>m#mj khz. 
[0009] ^ -/rs:[i]ic*j^-c, nsg-a-w^ 

lcS<5< e, ZE(t*tt(M8it^F?FlK»fl(^ici;-s< 

E-«*[ I ]T^£ft*tf&fctr^7^v*|SfDJ|gJ»S& 
©Affile: J: 9 C t 

5. 

lit 1 7 ] 



ChV VlH + X-Y-CO-R 8 



(llfl 



(Ri! 



.CH-N N-Y-CO-R 2 
II] 



.CH-N^NH + BrCH 2 <^CCO-R 2 _ .CH-N^N-CH 2 C=CC0-R 2 



[00 10] 



[II] 



[ivi 



[ftl9] 



Pa] 



acH 2 c=cco-R 2 - 



H 2 



[VI 



ttft 



H H 

CICH 2 C-CCO-R 2 + 



[fk2 0] 



£>}£ 



fVI) 
(R,)n 



/CH-N N-CH 2 C=CCO-R 2 
A N — ' 

Db] 



Hz 



y CH-N N CH 2 C=CCO-R 2 ■ - 



(ICJ 



H H 

I 1 

.CH-N N-CH 2 C*CCO-R 2 

/r N — / 



[lb] 
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[flS2 1] 



HIS2 2] 



[ft2 4] 



[ft2 5] 



>CH-N NH+CH=CCO-R 2 S CH \ NCH=CHCO-R 2 

[II] (VII] pdl 

(Ri)n 



,n €K / — \ 



> CH-N N-Y-COOH ♦ HO-R5— ^ y CH-N N-Y-CO-OR5 

PC N f K 

[ie] (vim pn 

[0011] [ft2 3] 



(Ri)n 



<0>\ /-v ... ™ n €K 



.CH-N N-Y-COOZ + X-R 7 — ,CH-N N-Y-COOR7 

fig] pxj pti] 



(*i)n 



>CH-N N-Y-CO-R 2 yO^l N-Y-COOH 

PI [le] 



~"N NH * 



[||] [X] (XI] 



CH-N NCH 2 C=CH 



7;mf;u«j^^a, co 2 (Rl)n ^Q)\ /— \ 

► yCH-N NCH^CSCCOOH 

A 

fli] 

[<fc2 6] 



^CH-f^ ^N-Y-COOH ^CH-N^ ^N-Y-COOZ 

[le] pg] 

±iaSC+, R 2 , R 5 , A, X, Y, *$J:tfnttflft AWot, I I ] &*rr 5 fcV<7 



t>«k<* =-9J*-fr* iso-^n 

M N, N-WfMW5K, ^^V*;^* 

[0 0 13] B&tt. a]ft«itr4 

£5 *9/-/K 3i^y-/K 

iso-7"n/V— /K n-y^y-;P?<D7;i/3-;V| 
*3& fh7tKD77^ S****:^ T1rh>\ T 
irh^hy/K N, N-^f^#/WA7$K, 

L-cwt, «;ttf, y * a. maw- h y 9 
a, ^gfcKift* y ^®tK^ h y try s? 
hy^^r$^«^*(f e>fta. 

[0 0 14] cjSfefi, *38Woft^*[l b]*«5Si-4 

Xfe-ehZo cfti^ot, W-xat UT-«a[v] 

^*t5^nyy£^fy»Myv K7-(Lindl 
ar)^0#feT"C«*fcaBc-t-«riJCi9, -jHStCV 

<> M;ttf> *9/sK =^9/—/K iso- :/n/V 

Ka7?y, r-trh>\ r-trh-hy/K 

*©ffittSjlE, 'O'i?^ h/l^>\ ?vu 

[ooi5] »riafcLT-«ac[vi]-e**iiaz 



fcOT?fcJ:<, *9J — /K iso 

-/n/V-/K n-7 r ^y^§o7;^-;« 
7h7tKo77^ v^^rif*^ Tirh^ 
HJ/K N, N-^f;^/UA7U\ 

fc>ft5 0 *fc, ^nyyfbJc^turttfflSttStt 
S<t LTtt, y ^ a, gsgtf- h y jr ^ 

[0 0 16] Dfttt, «B©ft*ft[I b]**®^* 

JS*:|flSUftv^lSDv^ft5t>(0-et>J:<, ^ 
^y— A\ m^/— /K iso— :/p^V*-/K n-?9 
/-/U§<D7^3-;Ufgi % rF7t Ko77>, v> 
Tlrh:^ Tirh-hy/K N, N-v^ 

^<^y, ^nn^A^JUffi 

[0017] E&fi, BJia-^t I ]-C^£ft£{fc^ 

^5^, Yd5-CH=CH--e*>5ft^*[I d]*:»Ji 

t^xm&RMc&mztiz&mmmk lxix r^ 

«rBa#Lft^R9i/^45to-CtJ:<, Witt, 
*-/V&<DT/l'=t— AsJ&ftflt* f h7t KP77V, i^^" 

^•y-v, r^b^ r-trb^hy/K n, n-^^/u 

[0 0 18] Ffett, **M<oft^«[I f 

^9^>«*#*fcr4tOlW*JD*i:-jR«[VI I I] 

T-eS^^^^^t(cJ:9 s f]«r«art-4r 
td5-C^5 0 3S;[VIII]*. R B |*y^K ^^/K 
nfcf/K iso-^ntf/K n-^/K iso-^/K sec 
— :/^7K n-^V^/K iso-^^/K sec— 
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^f-/K 3-t Kn^rv'T'ntVK 

5-fc Kb4tS"<V?7K 2,3-5?tKn#'> 
T'obT/K *ttt-(CH 2 )nCH 2 -R 6 S(R 6 l43, 4 
-^fl'y-m->7i=;VSfett3, 4, 5- MJpt h 
Jfi/^i^S, nfi0~3)£^-fo 
[0 0 19] RfcZmkLXti, -«5£[I e]tfc Kb 

PR!H\&»45 1 t>0>-Ct>.fc<, Mill, 'O^v, h^-x 
nn^y, Effift^ig, rn^yw^-^/K iso-^n 
4£<0#;/n K Vttft«ttSK«^9ttf &*L, SJ£ 

[0 0 2 0] G&fi, ffii© — fiSS; [I h] T*^$H 

[1 g] tr^?^v«#«cK:-«a: [ix]t- 
ii:^-e#5 0 5$; [1 g] <k ztw-MJ**, #y? 

A, #A->?Al££ N 5* [IX] <f\ Xttffi^. JUf?, 3 

/K n-:/?vK iso-T^/K sec-^A\ n-^V^-yW, 
iso-^V^K sec-^V^/K n-^:/5vK iso-^-T*^ 

T'ntf/K 2-fc Kn^v^fvK 3-tKa^o 
£7K 4-tKo*i'7'f;K 5-t Kn^yfA' 
(CH 2 ) nCH 2 -R 6 I (R 6 I13, 4-^^U 
V^^v'7i-/W*fcl43, 4, 5- MM hJfv-7i 
nWtO~3) *R3t«fefc*J^Tl8*S 

— >K iso-yn/</— /k n-7'?/'-/i^07;i'3- 

V, T*b=MJ/K N, N-S^fvUto'ATS K, 
^f-/W^/l'**^K«jfO«tt»^, 'O'lfV. hAoi 
V, ^Bn^A^ottWtflftK^rffe 

[002 1] Hfctt, -jRS; [ I ] X-TFZtlZit&ytKO 
0%. RaAS-OH'TifeS'fbS-fe [I e] <OW&&Xlh 
5o HfelC&oT, [I] R 2 *SC1~C4T 



temmX'lM*#Mi-Z> z t lc«fc 0 . fc£*[ 1 e ] SrSit 
-fart *«5ftttK:*sv^r, lD*»»k:«ffl 

LTttigS^ fm^ftK *1t. ^SirLTtt 
*Kfb-7- h D !7A, jJcKl*fc# y !7A, h 9 ■? A> 

mm* y ? a, ^^m-?- h y $j*i$t>K sj&smt u 

KB79^**tfbJi, 5J£f4. omiOOt© 

[0022] *%w<Dit&v>) [i i] s-suit-r 

[II] S:*-f5K--i7^V^fl:|c-)K:^: [X] XB 
-JRS: [XI] ■C^$<x57'nf=/Hf-i7v 5 Vil^{*: 

ti<, ^9x.rf, y^y-/K ^fr/—/K iso-^n 

7tKo77V, T-trh>\ T-feh=-MJ 

/K N, N-^^f;U*/WAT5 K, -^^ ^/W^/w^dr 

I] «r^r-fS7'nfcr=/Hf^7^V^«c{CCl~C4T 

/w^y^-^A, *fc«:»riS5T5^<oy^!>Ar$ k 

$*Sii^<t*)ft:-&fe [Ii] SrSigi-*rfciS-Ct 

[0 0 2 3] *ISjt&lC*5(t5Cl~C4T/^wy 
AtLTfi:, y^y^!7A, n-7"B 
tVuy^^A, iso-ynf/i^y ^>?A % n-^/l'.y f-v 
A, iso-^^/wy sec-^^/wy ^!7A, tert- 

f-V&T^ h't y ^!7A-^ y^nt»/WT$ K 

[0024] J fett, *&W<Dik&®> [ I g ] £§3it-f 
S^ffi-Cfc^o JiEfelCl^o-C, [Ie] 4:^5 

it&mi &]zm&-rzzttfx2z> a -jhsc [i g] 
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a, sttt^ss* y mmwti- h y ? a, mtt-r v 
a. 

[0 0 2 5] IWE**Wfl:^ftO«3iffifc*JV^THHBS 



i'al)?^*^ • (Journal of Phrmaceutica 

l Sience) ^6 7«, 9 0 01, 1 9 7 8 3M?li:|E$££ 

Mb 2 7] 



-IKS; [III] (*5J:Ot**Hc-&*n5TIES: [I I 
la] )-C*$*v5fls^*tt, 

■7VW 7y V i/iT .< (Journ 

al of American Chemical Society) $7 3t> 3 0 9 



CHOH 



CHd ► (HI 



[fc2 9] 



1» 

CH 3 (CH=CH)mC0OR s 
m:1-2 



NBS ifi$S#& 



1H, 1 9 5 1 WciB«$ft3{fc-g-fc-e&9, fc©R 

teS-e^ $ *xs;frfti;: j: t> ffiig-r s r t *5-e^ 5. 
[£2 8] 



^ BrCH 2 {CH=CH)mCOOR 5 [Ilia] 



2m 



XCH 2 CH=CHCOOEt 



HCI 



•XCH 2 CH=CHCOOH 



±.m%imz&vz>jX. [ii ia] <p, R s \mmcmc 

t>©£3cU *;fciS2ftf, Qtty*y-A-, ^9 J — 
/K tr-fn/</— /K iso-^n^y — n-^9/~ 
/K iso-y^y— /K sec-7*^y— n-^V^y — 
A\ iso-<>9 sec~<>9 — y^ n~^79 / 

—fry iso-^:/*y— A\ nynfywy ^y— /K 
^>?n^-y-y— ;k * h=¥^3i^y— /• 
n/V— /K at h*->^^y— /u, :r ^df i^n/V — 
A\ 2-t Kn^r^ai^y— /k 3 - 1 Kn driXT'o/-? 
y— /K 

*s9S— /K 2, 3-v?t KodriyT'n^y— /K *fc 
HHO (CH 2 ) nCH 2 -Rj (R 6 *JiT/n (igjlElc: 

[0026] *%^w«rE-«s: [ i ] -e^SitsifiB 

f-tt&ltifc-c-tt, *©*Hfo8s, jm 
& an, as&, sfiflstamLTfT*:*:*. 



SOCI 2 q 
► XCH 2 CH=CHCOCI —Mill] 

©#JI!£ LTtt, &N*k «B*!k £Bg3J, li 

[0 0 2 7] gPSIKfc^-Cil, miZMbLX, 
Jt, ?LJt, D— I — /K 7^/^ igfa-fe/un — 

; JS-g-jSpJi: LT, t Kndr->^n f;Ut/WD- 
t Kndfi/y^/P-fe/i^n— ^, •) tf— /Ufa y K 
V, i?^^ ; »JR#Jt LT, ^f7 9 V&?>f**s 

3Ji L-C, ^K!7lt, ^b-T-hy^A, D— r>-=h- 
/K ry-try V^; pHISK^tL-C, jftfltt. ««R 

m%f$.A<DM&l 00. lmg~300mgt?fcS*5, 
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[0 0 2 8] 

i) 10.57g (0.0 5 5* 

As) (04-yn^^fy^f^^f/W2 Omit 
5Wcft»U *»#T, 20m 

K?35N-KOH*»«S:^lC«TU 1.5B«H«# 
i-5. JK0tt?2»l«i»WL KftttfrttEftftU 

ttiiu 1K/S6 3-6 9t\ iR*3. 4 g (3 7.5%) £ 
#5 0 

NMRS (CDC 1 3 ) ppm 3. 91-4. 25 
(m, 2HK 5. 80-6. 33 (d, J = 15H 
z, 1H) % 6. 82-7. 41 (m, 1 H) , 9. 5 
5 ( s , 1 H) o 

SS##f E I -MS m/ z 16 4 (M+) 
CI -MS m/z 165 (NT+1) 0 
[00 2 9] ii) 4-/n^ry^P7^K: 8. 
4 6g (0.0 5 1^) 04-/n^f^015 
ml^i^on/lNMSi^T, 5.4ml (0. 

ft, ^8 2- 8 7t/2 lmciHg, JR*4. 1 6 
g (4 9%) £#£ 0 

iii) 4 -^P^-y-r^gfciso-^P K : 0.8 

3g (0.0 13W) <Oiso-:Xp tf/UT^ V, 1.9 
ml (0.0 13^) (Oh]) xl^jVT % >\ 4m 1(0 
^^nn^/UAgM^7K^T> 25g (0.014* 

(gM:^DP^A) MtfU 
StSfe^yXAttfi, i»^6 7-7 0t\ !Rfi2. 0 4 
g (7 6. 4%) 
[00 3 0] &%m2 

[ (4-T1r hT^y 7 y^/Mfvk] trx: 

i) 4 -r-fe F7^;-<y/7x; v : iog (o.o 
si*/*} <D4-T5. s^o-*/?*; ^t^/w^V 

^/UT X v£ 5 0 m 1 O&tK* p p ^/^^ffiS^ 
^ 7k^T4. 4 g (0.0 5 6*/U) (OifrfbT-tr^vHO 



2 0m lfefc^PP*/l'A^?&$:j®TU -£tf>££^ig. 
■e-»«»r*. R*«***U **«»^^*5/5r 
A-C«S*«* &Jg£9£U 1 3. 8 1 g (JfcSW) (O 

&frbni£&L7. 8 7g (6 4. 5%) , M& 1 4 2 - 
1 4 8t;<OBftft£#S 0 

ii) 4-Tir FT^^yXt Kn— /i, : 7. 8 7 g 
(0.0 3 3*;v) (04-Ti? h7^ J^O/y^J y 

U IWt04-7t FT^/^yXt Kn-;i/8. 1 
5 g (£Stt) , i»£ 1 2 6 - 1 3 2 t:©«»felSfiSr 

[0 0 3 1] iii) (4-7th7^7x-/U) y = 
—;Vt3-;V?u ]) K : 1. 2 g (0.0 0 5*/U) (04- 

fl?Uk#T0. 5 5ml (0.0 0 7 5 */!✓) 

iv) [ (4-Tir F7^7x^;l/) 7x^f^] 
^7^:2.5 8g (0.0 3^) ©#1*^5^ 
V<h M^/MO h y a^yVT $ V£ 1 2 m 1 <OM*^ p p 
*»T1.2 9g (0.00 5W) 
©4-7t F7^/^yXt KJ^n!IK©13ml 
jH*^oo*/WA«S8!SrJITU *<o**£fi"C--llfe« 

U 1.4 7g (9 5%) OfcjtfeT^vl^r^OBtt 
ft£#£o 

NMR 6 (CDC1 3 ) ppm 2. 07 (s, 3 
H) , 2. 18-3. 2 5 (m, 9H) , 4. 2 0 
(s, 1H) , 6. 9 5-7. 6 8 (m, 9 H) v 8. 
0 2 (s, 1 H) . 

®*##f E I -MS m/z 3 0 9 (M + ) 
CI -MS m/z 310 (M + +l) 0 
[0 0 3 2] ###13 

6-Xa*-2, 4 -^^tf^y^fvl^^yvUiO 

mt 

3 2. 4 g (0.2 3*;H oy/ufvs^^/pji^'r 

/K 4 0. 6 g (0.2 2 8*/^) ON-^n*7^e/y 

5 K(NBS)t0. 5 3 g^SIMt^V^A'Srl 4 
0mlO-<V<^lcHaBS*2 0«?IBafi«'f-5 o 

^=1:50) (C^L, 1 0. 4 5 g (2 6. 8%) (OgJ 
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NMR 5 (CDC 1 3 ) ppm 1. 15-1. 50 
(t, J=6. 6Hz, 3H) x 3. 97-4. 45 
(m, 4H) , 5. 8 0-6. 4 9 (m, 3 H) , 7. 

0 5-7. 5 3 (m, 1H) « 

m&&Vr E I -MS m/z 2 18 (M + ) 
CI -MS m/z 219 (M + +l) 0 
[00 3 3] 0%ffl4 

1- (^7x^M^) -4- (2 - ^n t> 

2. 5 2 g (0. 0 1 O^t/lO Ol - (^7x^;Mf 

/u) t^y^y&Jitfi. 0 1 g (0. 0 1 o^eyu) <Dh 

MT~C 1 . 1 9 g (0. 0 1 o*/u) ©3-^^-1- 
T'pfc^SrADxSo ^&&£4f$Pfl3i«U fr&&*8 

ML, B U #^ti,fcffi^^Sr2 

-7u;<S-/UXm&£h{^ 1.6 7g (58%) , 8J> 
&8 8-9 0t:<DS#J^£#So 
NMR 5 (CD C 1 3 ) ppm 2.2 2 (t, J = 
2.4Hz, 1H) % 2.3 5-2.6 4 (m, 8H) , 
3.25 (d, J = 2.4Hz, 2H), 4.23 (s, 
1H) , 7.10-7.5 1 (m, 1 OH) 0 
WmftVr E I -MS m/z 2 9 0 (M" 1 ") 
CI -MS m/z 29 1 (M"*+ 1 ) 0 
[00 34] ##gj|5 

1- [ (4-^Dn7x^;l/) y =.~>V}*5->V\ -4- 

14. 3g (0.0 5 0^671") CD1- (4-^nn/<yX 
tK5;v) h^^v&^tfs. 5 6 g (0.0 55^ 
ju) <ohV ^fvur^ 200ml (D-<y^y\cmM 

7k?^T"C6.54g (0.0 5 5^) <D3-^n 
^-l-^nt^Jnx.So RJES»»Srl^m3i«E$ 

u mm*i/v*yw7J*?v-?hyyy<<- mm 

U 13.6g (84%) <nn&m#l®kl,XB&)m* 

#So 

NMR 6 (CDC 1 3 ) ppm 2.18 (t, J = 
2.4Hz, 1H) % 2.3 4-2.5 8 (m, 8 H) , 

3. 20 (d, J=2.4Hz, 2H). 4. 12 (s, 

1 H) , 7.0 2-7.3 5 (m, 9 H) 0 

[00 3 5] nnmi (Am 

4- [4- [ (4-^no7x^) 7x=;Mf^] -1 
tt 5) Ojgig 

4. 3 g (0.01 5^e/W) Ol - (4-^nn^yXt 
KP/u) ^7v?y?:4 0m 1 ro^yf y|:MH, 



5.0 1 g (0. 0 <D4--7u^tu hv^rn^ 

mSEESffi-tSo SS^>!)^/^7A^nYh^7 

(SttHSttE: ^nnjJx/UA : 1 0 

0 : 1) |Cf+U 4. 6 7 g (7 8. 1%) Ojtfefflttft 

£#So ftbtiZmftVti&m8t*?y-;\' (16%) d 

fiUM^C 191-19 6t:, !Rfi2. 84 g (4 7. 5 
%) "?@fft^£?§So 

[0 0 3 6] gjfefflg (Bfe) 

(E) -4- [4- [ (4-^ aay^,-^) y^^;v* 
^] -1-tT^^^/u] -2-^>^^/U3i^r 
/I" 2i£g£i£ «^Mf8 3) <D§gi£ 
2 8. 5 g (0. 2 5^) (£> (E) -2-^x^31 
fyl^jXyvK 4 4. 5 g (0. 2 5^U) (DN-^n 
^^S'V'fSK, 0. 1 gOSIMk^y^^ &<fc 

m 0 om 1 o*a*^<v*^<z)a^«isr6^ra»«t** 

S 0 ft&«iiU ffiiKSrO. 5%«B^*-*- h y 

fclCfc?). M84-8 5t/l0mmHg % 29. 8 
g (6 2%) (D (E) - 4 -^P^e- 2 -T'ry^xf 
A'^TVl'SrW'S. 8. 6g (0.0 3^) CD 

1- (4-^np/<yXt KUA') ^7^5 0m 
lc&^VIfVfcSHBS^ 6. 36 g (0.0 3 3^- 
M <D (E) -4-yn^-2-7 r fySxf;Px^r 

0 : 1) (CftU #&Jx5»fe»tt*S:««^^/-/u 

(16%) kj; u #?>^sa^a^2-7 p 

n/V— A^&SfeBS-S, M£l 9 6-2 0 Ot^ IR 
45. 76 g (4 1%) -CBftVoZnZo 

[0037] mmm (cm 

(Z) -4- [4- [ (4-^nP7x^;l/) y=.z=.;\s* 
*?>v\ -l-fcV<9 -2-^7 i ^^5 1 /^^7 t 

14. 6 g (0. l^EA-) c04-^np-2-/fy8 
ai^/^Xr^S: 10 0ml C07t h VfcSWfc**, 
1. IgOyyKy-StlttT, 1 8«rlBlatm©* 

7A^nvh^77>f- (*ttJ««E : : T-fe h 

V=30 : 1) iCtfU (Z) -4-^pp-2-/t 
y^^/^^T/^4 . 9 8 g &M&ihVtmk LT# 

So :oft*»ft, ^ft»±»«*rK:»oK«SK:fflv^ 

So wOfb^l. 48g (0. 0 1W) *5it/l. 
43g (0. 0 0 5^) COI - (4-^nn^Xt 
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KU/iO e^7i^y^3 om i yicMJt, 

1. oig (o. oi^e/u) <DhV^?-;\'T^>*o&Tf 

im<oDMF^tET, 1 2BWB»*s*a. ft&jgia 

50: 1) fc20#U 0. 4 3 g <PH6tt:R4fe«r» 

9,B*164-I66t, efeJSfiOBW«lS:0. 0 
9g^ 0 

[0 0 3 8] 3afi«4 (Dfe) 

(Z) -4- [4- [ (4-^n D7x^) 7s:~;l>t 

• ^ w ^s&g at**** 9 5 ) <omm 

2. 41g (0. 006 7^e/U) £>4- [4- [ (4- 
^P7x^/l/) 7xr:;Mf;V] - 1 — fcX^S^ 

- 2 -^yg^^/^;*7vv£r 5 0 m 1 £>Ti? h 
viz***** 0. 16g©!)yK7-»#ST, 

fKSrSKS^^ M^>y*W7A^Dvh^77 
-f- («ffl««E: ^on^y: ^^y-/^5 0 : 
1) fcWU ^fitttttofrftS. ^^tO^ffSlU 

T?2BS*£fi$«;i*:fcJ;0, 1MU 64-16 6 
0. 81g (2 6%) <^Bftfe£r#£ 0 
[00 3 9] H^W5 (Efe) 

3- [4- [ (4-^nn7i^) 7^^/Uj -1 

2.87g (0.0 1W) (01- 
Ky/W ^7^lr7ml 0:c*/r-/McSflPU * 
iftTl. 2 9 g (0.0 1 3^-/u) O^n fcf^-— /^oi^ 

L«fWLT<aJI*fiSraflU2. 5 g (6 5.8%) £>& 

U»/kl 0 6-1 0 8t:, iRfil. 9 5 g (51.3%) 

[0040] jfejfcWe (Fife) 

4- [4- [ (4-^on7x^;V) 7 n^jUJ -1 

• 2s^ uk&mm*7) owm 

1 g (0. 0 0 3^e;P) <D4- [4- [ (4-^nn7x^ 
7U) 7x^Mf/l/] -l-tT^7^-/W] 
&£l 0 Om 1 (Oiso-yn/V-yMC^U ztc^T 
1 m 1 0»«t»S:}BTb-8ftlijE-r-5o &«E«r'>fiBL 

-c»e«su ^iS^7kSrJDx.^»^-hy ^A-e+ftt 

A^ttJWBtettBU l.lg (J£«j) Oftllfitt 



(9.9%) l£ J: U #e>*t5attfi«ri^ 

y-/^e>n»fiui»^[i 95-19 9U (xao. 7 

1 g (64.5%) -C«lfe«-ttfi<DBteftSr»5. 
[004 1] HffiSffjl7 (Gfe) 

4- [4- [ (4-^ n D7x^) 7x^/Mf;U] -1 

^*7VU- 2ttRMft «fr&4MH§-l 7) <0$f& 
1. 1 7 g (0.00 3^e/u) <E> 4- [4- [ (4-£ 
dp7x^) 7x^;Mf;l/] - 1 - t^7^/H 
-2-7T>»th)) VJ*& Sri 5mlOS*x^y 
^-/H:^L0.2 7ml (0. 0 0 3 ^/V) CD3 -7u 
^-l-yny>V-yU«:JDx.7 0^IS®StLfc o SIKff 

fiffi-r^o ^>y^M7A^p-7h^77-{- 

(IStti^ : * n nj^/UA : p< * /— /U= 5 0 : 1 ) K 
f+U 0.32g (2 5%) oAfttt«tttfr#S A 
*tStttt«4r*»^^/-/W (9.9%) KiS&Kig 
<!:U 0.28g (2 1.9%) ^1^7^77^© 

[004 2] jgjfeffiS (Hfe) 

4- [4- (i/7 =c=^/U^^/U) -l-^^yi/^su] -2- 

(fl:^4*«#5 6) ©JBi 

4.4g (0.0 12^) <£>4- [4- {i?7=.~;V* 
- 1 - fcVS? S^U] - 2 -^T^xfy^x^ 
7V^£ 4 3 m 1 <D 5 %i&&\mM U 2 . 5 B*IB«*r 

So »*p^v ma&m*%+ v y ph 7. 2 

^^7A^P^hi/77^- 
>UA : l 0:1) (CtfU 1. 6 8 g (4 

2%) *>efe«ft*»5 Q »b*tsa»ftSr>«^y-^ 
d^SttfiUB^i 0 8-11 ot\ ©Si. o 7 g 

(2 6. 7%) X*@ft^£#S 0 
[0 0 4 3] £lfcW9 (Igfe) 

4- [4- (V7*-;V**}-;U) - 1 - fcf^y v^xvkl 

(ft^St5 7) (DWt 
1.4 5g (0.0 0 5W) (7)1- (S?7x=;Mf 
)V) -4- (2-^ntf^yP) fcV<y ^>-£ 5 0 m 1 <D 

n-^/wy^^A -n-^^>^^ (1.6M) ^3.8 

ml (0.0 0 6W) jgT-r^o so^m^(ot^m 

^l^^rSo 3 0ml(D*£:aicEK;tax., a-^^-Cft 

*ssr»iR-rs. tk^^i o %mm^msxmk 

**>*±VlS3Mk. &®Mzmmu a»«r^y-^ 
- / * / -/v«^»«-e?HSfi ^^^r^lci^lK^i 

12-115t, 0. 8 2 g (4 9%) , Sfi/yXA 
[0 0 4 4] 0 (Jfe) 
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4- [4- [ (4—* cP7i=;b) - 
fe#^-6 0) WSSig 

0.2g (0.0005^1-) C04- [4- [ (4-^n 



4-2 22t. iRfiO. 2 3 g OgfiftA* 

[0045] ifimmmmcmmLtzjjmkmmftjjmz 
[SI J 



i — r 



ft fi s$ 



CHN NCH=CHC00C 2 H 5 



CHN_NCH 2 CH=CHC00CH» 
<QX • 2HC1 



am NCH 2 CH=CHC00C 2 H s 
<g/ W -2HC1 



CHN NCH 2 CB=CHC00CH a 
<g/ W -2HC1 



CHN NCH 2 CH=CHC00C 2 Hb 
<§/ W -2HC1 



„ CHN NCH 2 CH=CHC00CsH 7 -n 
<g/ ^ -2HC1 



ci^x 

CHN_NCH 2 CM=CHC00CsB7-iso 
<g/ -2HC1 



i 

a> i 
i 



H' NMR 



1 

II. 1-1. 35(t, 3HX 2.25-2. 6( 

106-108 In, 4H), 3. 05-3. 4(o, 4H), 3. 9 
EtOH l-4.35(d.2H),4.2(lH.S),4. 
15-4. 8(d.lH), 7. 1-7. 55(n.l 
I OH) 



12. 45(s, 8H), 3. 0-3. 3(d,2H) 
171-175 l,3.7(s,3H).4.25(s,lH),5. 
EtOH l8-6.2Cd.lH).6.5-7.1(alH 
I), 7. 1-7. 6(a, 10H) 



II. l-1.4(t,3H). 2. 95(s. 8H) 
170-175 1 . 3. 05-3. 2(d, 2H), 4. 0-4. 4( 
EtOH |q,3H),5.85-6.15(d,lH),5. 
|7-7.2(i>, 1H),7. 2-7.6(n,10 
IH) 



I2.45(s. 8H).3. 0-3. 2(d, 2H) 
147-151 |,3.7(s,3l), 4. 2(s, 110.5. 8 
EtOH |-6.2(d.lH),6.7-7.1(ai.llO 
17. 1-7. 5(n. 9H) 
1 



ll.2-1.4(t, 3H). 2. 5(s, 8H). 
191-196 13. 1-3. 3(d.2H), 4. 05-4.45 
EtOH |(q,3H),5.85-6.25(d,lH), 
16. 6-7. Ku. 1H). 7. 15-7. 60 
I (o,9H) 



10. 8-1.05(t, 3H), 1.5-2. 0(m 
186-189 |, 2H). 2. 5(s. 8H). 3. 1-3. 2(d 
iso-PrOBl. 2B). 4. 0-4. 3(t. 1H), 5. 8- 

16. Kb, 1H),6. 5-7.5(b,9H) 



MeOH 



[004 6] 



I L. 



II. 1-1. 4(t, 6H).2.5(s, 8H). 
172-176 1 3. 05-3. 30(d. 2H). 4. 25(s. 1 
|H),4. 85-5.30(n.lH),5. 75- 
16. 15(d, 1H), 6. 7-7. 15(«, 
|1H),7.35(id,9H) 

T#2] 



mm 

CIra/z 
EI0/2 



384 
385 



350 
351 



364 
365 



384 
385 



399 
(T+D 
399 



412 
413 



412 
413 
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i — r 
lit 

|A 



I No 



i 10 



111 



112 



113 



114 



[00 4 7T 



m s sc 



CHN NCBiCB=CBCOOC<H,-n 
<g/ W -2BC1 



_CHN NCH 2 CH=CHC00C 4 B 9 -iso 
<0/ ^ -2HC1 



CHN NCH 2 CH=CHCO0C 5 Hn-n 
W -2HC1 



( 



OfllP O 2 CH=CHC00C 5 H, 
• 2BC1 



l-JSO 



_ CHN NCH 2 CH=CHC00CH 2 -<1 
-2HC1 ^ 



CHN NCH 2 CH=CHC(XK> 



CHN NCH 2 CHKBC00CH 2 CH 2 ()CHs 
<0/ -2HC1 



(t) I 
BttA I 



H' NMR 



IK* 
I Afrit I 
I CIb/z| 
I EIn/z! 



1 0. 8-2. 0(m, 7H), 2.45(s.8H)| 426 
170-175 i,3.1-3.2(d.2H),4.0-4.3(t| 427 
iso-PrOHl, 2H), 4. 3(s, IB). 5. 8-6. lCm| 

I.1H).6.6-7.5(b,10H) | 



IO.9-1.0(d,6H)1.5-2.1(n.ll 426 
132-137 |H). 2. 5(s, 8H), 3. 1-3. 2<d, 2| 427 
iso-PrOBIH). 3. 85-4. 0(d, 2H). 4. 2(s. | 

I1H3.5. 8-6. Kb. 1H).6. 7-7. I 

l5(m.9H) | 
1 i 



|0.9-2.0(b,9B),2.4(s,8H), I 440 
154-159 13. 0-3. l(d.2H). 4.0-4.3(t. | 441 
iso-Pr0H|2B). 4. 3(s, 1H), 5. 7-6. 0(m. I 

I IB), 6. 5-7. 5(0. 9H) | 



10. 9-1. 0(d, 6B), 1.5-2.0(n, 
130-135 |3H). 2. 5(s. 8H). 3. 1-3. 2(d, 
iso-Pr0H|2H). 4. 0-4. 3(t. 2H). 4. 3(s. 

I1H), 5. 8-6.05(n. 1B).6.6- 

|7.5(n.9B) 



441 



I0.2-1.5(b,5H),2.5(s.8B).| 424 
125-130 13. 1-3. 2(d, 2H). 3. 95-4. 05(1 425 
iso-PrOBId. 2H), 4. 3(s, 1H), 5. 9-6. 2( I 
In, 1H). 6. 7-7. 5(b, 10H) | 



H 1 



1 1.0-2. Id. 10H). 2.2(s. II) I 452 
146-152 l,2.45(s,8H),3.0-3.25(d,2| 453 
iso-PrOHIH). 4. 2(s. 1H). 5. 7-6. 2(d. 1 1 
|H).6.1-7.0(a. 1H), 7. 1-7. 61 
l(s.9H) I 



l2.5(s.8H),3.0-3.2(d.2B), | 428 
124-128 |3. 4(s, 3H), 3. 5-3. 8(n, 2B), I 429 
iso-PrOBU. 1-4. 3(b. 3H). 5. 8-7. 5(b. | 

I11H) | 

— nrin ' — 
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m 

i£ 
m 

1 M_ 

|N0 


i m it a; 


1 S4£ 1 IHM 

1 CC) 1 H' NMR |##fffi 

1 WBiH 1 | CIo/z 

1 1 | EIo/z 
ii , . 


115 


C1-< 0\ /-^ 1 ll.O-1.3(t.3B),2.4(s.3B)l 442 1 

CHN^NCH 2 CH=CHC00CH 2 CH 2 0CH2CH3 1123-128 l.3.0-3.2(d.2B).3.3-3.8(! 443 I 

<gX -2HC1 |iso-PrOH|ra.4H),4. 1-4. 3(n, 3B). 5. 8 i | 

1 1-7. 5Cm. llfl) | | 
I — i i ■ , 


116 


CHN NCHoCH^CHCOOCRoCHonH 
<0/ -2BC1 


' i 1 1 

1 1 1.25-1. 7(i. 2H). 2. 4-2. 95(1 414 I 
I |a» on), o. i0 _ o. OvQ, ZnJ, 4. L | 415 | 
1 l-4.6(n,3B),6.0-6.4(d,lB)| j 
1 1,6. 7-7. l(u, IB), 7. 3-7. 7(n| | 
1 I.9B) | | 


1171 


CHfrjCB2CB=CBC00CH 2 CH 2 CH 2 OB 
<QX • 2HC1 


H — | 1 1 

1 ll 7*w9 O^fm 11*} OC 1 4O0 1 

1 IJ. ij-z. 4tHQ, *snj, ^. 3-d. oO 1 4io ! 

1 l(m,8B),3.1-3.35(d,2H),3. i 429 1 

1 l6-3.9(t.2B).4.2-4.5(o.3B| | 

1 1), 5. 8-6. 2(d, IB), 6. 55-7. 11 1 

1 )(o,lH),7.1-7.6(i,9H) | | 
1 1 ii 


1181 


CBN_NCH J CH=CBC0O(CH 2 ) 4 0B 
<Qy -BOOCCB 

BCCOOH 


1 1 — i 1 

1 ll.6-1.7(n.4B).2.42(s,8B)| — | 
1153-157 |3.0-3.15(d,2B),3.4(t,2B)| 443 1 
1 AcOEt |4.1(t,2B),4.18(3,lB),5.9l I 
1 Kd,lH),6.62-6.8(ni,lfl),7. | | 
1 103-7. 35(m,9B) | | 


1191 


CBNI MCB 8 CB=CBC0OCH 2 COOC 2 Hs 
@T • 2BC1 


^ i i 1 

1 |l.l-1.35(t,3H),2.4(s.8B)| 456 1 
1130-135 l.3.1-3.4(d,2H),4.0-4.4(q| 457 I 
liso-PiOBI, 2H). 4. 2(s. 1H), 4. 55(s, 2B| | 
1 I)5.8-7.5(id.11B) | | 


120! 


CBN NCB 2 C sC C00CH s 
<g/ W -BCl 


\ 1 1 1 

1 l2.39-2.62(ni.8H),3.42(s,2| 382 | 
1 125-128 I H). 3. 74(s, 3B). 4. 20(s, IB) | 383 1 

I 17. 10-7. 40 (id, 9H) | | 

II II 


1211 
i-H- 


_ CBN NCB 2 C =C C0OC 2 B 5 
• BCl 


1 1 | 1 

1 ll.30(t.3B).2.42-2.70(m.8| 396 I 
1122-125 |B).3.48(s,2H),4.25(q.2B)| 397 I 
1 |.4.36(s,lH).7.15-7.48(m. | | 
1 I9H) | | 
1 1 1 1 i 



-15- 



1 — 

ut 

1 ^ 

I a 

l« 
I no 


i m 




i 

! ^4^^ 
1 OC) 

1 ffttfi 

I mm 


i 

1 H' NMR 


i — i 

i##r<si 

I CIm/z| 

1 Bin/* 

1 tlm/zl 


122 


! €^ 

I CHN_JCH 2 CH=CHC00C 2 B 5 
1 * 2HC1 


1182-186 
1 EtOH/ 

1 UoAU 


11. l-1.55(t,3H),2.4(s,8B) 
l,3.0-3.2(d,2H),3. 95-4. 4( 
|n.3B),5.7-6.1(d, 1H).6. 5- 

17 K/'n. 1f»U\ 

! i . bCn. 1UH; 


1 398 I 
1 399 1 


123 


CHN_JCB 2 CH=CHC00C 2 H 5 
@/ • 2HC1 


1181-186 
EtOH 


ll.M.4(t.3H). 2.4(s. 8H), 
3. 0-3. 2(d. 2H) t 3. 9-4. 3(q, 
2H),4.75(s. 1H),5. 65-6.1 
[d, IH). 7. 1-7. 4Cn. lun; 


398 I 

399 1 


24 


*-©\^ 

| CBN NCH 2 CH=CHC00C 2 H 5 
tQ/ W -2HC1 


185-189 


1. l-1.35(t.3H).2.2(s.8H) 
2. 9-3. l(d. 2H). 3. 8-4. 2(q. 
3B),5.6-6. 0(d. 1H).6. 5- 
7. 0(n. 1H), 7. 1-7. 4(n, 9B) 


382 | 

383 | 


25 


CHN NCB 2 CH=CHCO0C 2 B 5 
-2HC1 


170-175 


1. 1-1. 4(t. 3H), 2. 5(s. 8H). 
3.0-3. 2(d,2H). 4.0-4.4(o. 
3B), 5.8-7. 5(p.UH) 


— I 


26 


CH*-®\ / — \ 

CBN NCH 2 CH=CHCO0C 2 Hs 

W -2HC1 


161-164 
EtOH 


1. 15-1.45(t.3H).2.25(s.3 
B).2.4(s,8H),3.0-3.2(d,2 
H).4.0-4.4(q.2B).4.2(s. 
IB), 5. 8-6. 15(d, 1H).6. 7- 
7. 5(n. 10B) 


378 1 

379 I 


27 


CF»-<OK r 
_ CHN 


"nch 2 ch=chcooc 2 h 5 

^ • 2HC1 


206-210 
EtOH 


1. 15-1. 5(t, 3H), 2.5(s, 8H) 
.3. 1-3. 3(d,2H),4.0-4.5(q 
,2H),4.35(s. lH),5.8-6.2 
(d. IH). 6. 7-7. 2(n. 1H). 7. 2 
-7.7(n.9H) 


433 1 


28 




"nch 2 ch=cho)oc 2 h 5 

^ • 2HC1 


193-196 


1. 3-1. 6(t. 3H), 2. 6(s. 8B). 
3. 2-3. 45(d,2H).4. 1-4. 5(n 
» 0. o-b. ovu. In;, o. b- / 
.Kb. 1H), 7.2-7. 9(n.9B) 


432 
433 


29 


^^CHN ^JCH 2 CH=CHCWC 2 H 5 


98-102 
1 t*1 


1. 1-1. 5(t. 3H). 2. 4(s, 8H), 
3. 0-3. 3(d. 2H). 3.9-4.4(q. 
2B).4.7(s. 1H). 5.7-6.1(d. 
IB). 6. 7-8. 2(in.l0B) 
H 1 


432 
433 

i 
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i — r 

Hbl 



it 3C 



INol 



I (1C) | H' NMR 
I 



m 



30 



CHs(HS\ 



NCH 2 CH=CHC00C 2 H 5 
- 1 • 2HC1 



181-185 
EtOH 



l.l-1.4(t.3H),2. 45(s,8H) 
3. 0-3. 2(d. 2H), 3. 75(s.3H) 
4. 0-4.4(q,2H),4.2(s. 1H) 
5. 8-6. 15(d, 1H). 6. 5-7. 5 
(«, 10H) 



mm i 

Clm/zl 
Elm/zl 



31 



32 



N0 ^ rs 

_ CHN NCH 2 CH=CHC00C 2 H s 
W -2HC1 



ca 3 cNH-(§\ 



^CHN NCH 2 CH=CHC00C 2 H 5 
VSr W «2HC1 



135-140 



148-153 



1.15-1.4(t, 3H).2. 45(s,8H 
).3.0-3.2(d,2H),3. 95-4.4 
(q, 3H), 5. 7-6. l(d, 1H).6.6 
5-7.1(1), lH).7.25(s.5H). 
7. 4-7. 7(d.2H), 8.0-8.2(4 
2H) 



409 
410 



1. 1-1. 5(t.3H).2.1(s.3H). 
2. 45(s, 8H). 3. 0-3. 3(d. 2H) 
.3. 9-4. 45(m, 3H). 5. 7-6. 2C 
d, 1H), 6. 4-7. 0Gn,lH),7.O- 
7. 8(n. 10H) 



421 
422 



33 



CHN NCH 2 CH=CHC0OC 2 H s 
Cl-@/ W -2HC1 



212-217 
EtOH 



1. 15-1.45(t,3H),2.45(s.8 
H). 3. 05-3. 3(d. 2H), 4. 0- 
4. 45(q, 2H), 4. 2(s, 1H), 5. 8 
-6. 2(d, lH).6.7-7.2(n.lH) 
,7.3(s,8H) 



432 
433 



34 



CHN NCHjCH=CHCOOCH, 
F^g/ W -2HC1 



171-175 



2.45(s,8H), 3.05-3.25(d. 
3H).3.7(s,3H),4.2(s.lH), 
5.8-6. Kd,lH).6.8-7.5(m. 
9H) 



386 
387 



35 



CHN NCH a CH=CHC00CaH 8 
F-@/ w -2HC1 



196-198 
EtOH 



1.2-1.4(t.3H).2.5(s,8H). 
3. l-3.3(d.2H).4. 0-4. 5 (q. 
3H), 5.8-6. 2(d,lH) ( 6.8- 
7.6(m,9H) 



400 
401 



36 



CH S 0^ ^ 

CHN NCH 2 CH=CHC00C 2 H 5 
W a Q%j/ W -2HCI 



164-169 
EtOH 



1. 15-1.5(t.3H).2. 5(s. 8H) 
,3.05-3.25(d,2H),3. 75(s. 
6H), 4.0-4.45(q. 2H),4.2(s 
, 1H), 5. 8-6. 2(d. 1H). 6. 7-7 
. 5(m, 9H) 



[00 5 0] 



-17- 



Htl 
l&l 

m 

iNol 



« it sc 



I H' NMR 



fc8 I 



1371 




Colo 



^ ..... NCH 2 CM=CHC00C 8 H 5 
<Q/ W -2HC1 



II. l-1.35(t.3H),2. 5(s, 8H) 
176-179 13. 05-3. 15(d, 2H), 4. 0-4. 3( 
iso-PrOHIq, 2B), 5. 0(s, 1H), 5. 8-6. 1( 

Id, 1H),6. 7-8.5(n, 13H) 



1381 CHNNCHgCH=CHCOOCgHs 
<g/ • 2HC1 



1391 



II. 05-1. 3(t, 3H),2. 4(s, 8H) 
155-161 l3.0-3.2(d.2H),3.95-4.35 
iso-PrOHl (q, 2H), 4. 35(s. 1H), 5. 75- 

l6.1(d,lH),5. 7-7. Kn,lH). 

17. l-7.9(n, 12H) 
1 



®^CHN NCH 2 CB=CHCO0C 2 H 5 
(J,S • 2HC1 



II. 32-1. 4(t. 3H). 2. 5(s. 8H) 
160-163 1.3. 1-3. 2(d. 2H). 4. 0-4. 4(q 
iso-PrOHl, 2H). 4. 65(s, 1H), 5. 8-6. 0( 

Id, 1H),6. 7-7. 5(m, 9H) 



|40| CHN _J0 2 C =CHC00CH 3 
<g/ W 0CH, • 2HC1 



12. 2-2. 7(d, 8H), 3. 6-3. 8(m. 
137-142 |8H),4.2(s,lH),5.15(s,lH) 
17. 0-7.5(n.9H) 



1411 



a 



CHN NCH 2 CH=CHCH=CHC00C 2 B $ 
• 2HC1 



II. 0-1. 3(t. 3H), 2. 35(s, 8H) 
177-181 | , 2. 9-3. l(d, 2H), 3. 9-4. 3(q 
EtOH |,3H).5.55-5.90(d,lH),6.0 
I -7. 05(n. 3H), 7. 05-7. 5(n, 1 
I1H) 



1421 



C 



CHN NCH 2 CH=CHCH=CHC00CH, 



•HOOCCH 
HCC00H 



12. 15-2. 75(m.8H),2.95-3.3 
192-194 | (d, 2H). 3. 7(s. 3H), 4. 35(s. 
AcOEt/ llH),5.75-6.5(oi,3H),7.0- 
HeOB |7.65U10H)(DHSO-d») 



1431 



[005 hr 1 " 



__ CHN NCH s CH=CBCH=CHCOOC2H 5 
©/ -2HC1 



II. 1-1. 4(t. 3H). 2. 9(s, 8H). 
162-167 1 3. 0-3. 2(d. 2H), 4. 0-4. 4(m, 
EtOH |3B),5.65-6.0(d.lH).6.0-7 
1 . 2CflU 3H), 7. 2-7- 45(m, 10H) 

— rwtj 



-18- 



[0052] 



Hfc 



I No 



144 



145 



146 



147 



148 



149 



130 



to fi 5$ 



I CC) 



+ 



CHN NCHjCH=CHCH=aiC00CiB 5 1 177-179 
<Q/ 'HOOCCH | AcOEt 

HCCOOH I 



CHN NCH,Ce=CHCH=CHC00C s H 7 -n| 174-177 



•HOOCCH | AcOEt/ 
HCCOOH | HeOH 



C^JO J CH<ra^HCOOC,H 7 -iso| 186-192 
© -HOOCCH |AcOEt/ 

I HeOH 
I 



C" 



CBN NCH 2 CH=CBCH=CHC00C4H 9 -n| 153-160 
•2HC1 |iso-PrOH 
I 



CI 



! 

rO,CH=CHCH<HC00C<H 9 -n| 176-181 
• HOOCCH | AcOEt/ 

HCCOOH I HeOH 



Cl ©* r-y I 

CHN NCH2CH=CHCH=CHC00C 4 H9-i6o| 188-191 
@/ W • HOOCCH | AcOEt/ 

HCCOOH | HeOH 



ci-© 

CHH^JCHjCH^CH^HCOOCsH, ,-nll59-162 
<QX • HOOCCH | AcOEt/ 

HCCOOH | HeOH 



H' NMR 



mm 

i»«fiii 

I CIa/z| 
I Eln/zl 



1. 1-1. 4(t. 3H), 2. 9(s, 8H). | 424 
3. 0-3. 2(d,2H), 4.0-4.4(o. | 425 
3H).5.65-6.0(d. 1H).6. 0-7 1 
.2(m.3H).7.2-7. 45GU0H)| 



0. 7-1. l(t. 3H). 1. 4-1. 85(ffl| 
.2H),2.15-2.65(m.8H),2.9| 438 
-3.3(o.2H),3.9-4.2(t.2H)| 439 
.4.3(s. 1H),5. 85-6.5Cm.3HI 
), 6. 8-7. 65(n. 10H)(DHSO-d 9 ) 



1.35-1.6(d.6H).2.4-2. 85(1 
n. 8H). 3. 25-3. 5(n. 2H). 4. 51 438 
5(s,lH),4.9-5.35(n,lH).5| 439 
.9-6.65(o,3H),7.2-7. 75(o| 
,9H)(DBS0-d,) | 



h 

0.8-1. 0(n.3H).l. 15-1. 6(m| 
4H),2.4(s,8H),3.0-3.1(d,l 
2H),4.08(t. 2H).4. 18(s. 1H| 
).5.62-5. 85(d. 1H), 6. 0-6. I 
7(a>,3H).7.0-7.3(n,9H) | 



452 
453 



0. 8-1. 0(m, 3H), 1. 15-1. 6(m| 
.4H).2.4(s.8H).3.0-3.1(d| 452 
,2H).4.08(t.2H),4.18(s.ll 453 
H), 5.62-5.85(d. 1H). 6.0-61 
.7(m,3H),7.0-7.3(o.9H) I 



1_ 

0.75-1. 15(d. 6H). 1.75-2. 21 
(m,lH>. 2. 5-3. 05(o, 8H), 3. I 
3-3. 6(<L2H).3. 85-4.1(d,2| 
H). 4.35(s. 1H). 5.75-6. 8(n| 
.3H).7.0-7.65(d,10H) I 
h 



452 
453 



0. 65-1. 9Cm, 9H). 2. 2-3. OCml 
.8H).3.25-3.75(d.2H),3.9| 466 
5-4.4(q.3H),5.7-6.5(n,3H| 467 
).7.0-7.65(alOH) I 



1^8] 



-19- 



i — r 
lib 

\m 

I No 



151 



ci-@y, ^ U55- 

CHN NCH,CH=CHCH=CHC00C 5 H,.-isol 158 
(Q/ w -HOOCCfl I AcOEt/ 

HCCOOH I MeOH 



152 



153 



154 



155 



156 



157 



158 



m it a 



(*C) 



0.7-1. 15(d, 6H), 1.3-1. 8(0 1 
.3H).2.65(s,8H),3.2-3.5(| 466 
d.2H).3.9-4.35(q.3H),5.7| 467 
-6. 75(a3H). 7.0-7.7Gn, 10 1 
B) I 
1 



w CHN_JtCH,CH=CHCH=CHCOOCiH s 1 200-203 
-H0OCCH | AcOEt/ 
I MeOH 
I 



CHN NCH 2 CH=CHCH=CBC0OC 2 H s 1 191-193 
@Y -H00CCB | AcOEt/ 

W HCCOOH I MeOH 



W CHN N01 2 CH=CHCH=CHCOOC2ll5 1 180-183 
^/ W • HOOCCH | AcOEt 

HCCOOH 1 



CHN NCH 2 Cfl=CHCH=CHC00C 2 H s | 150-156 
F-®/ ^ ♦ 2HCI I EtOH 




:hn nch 2 ch=chcooh 



1108-112 
I HeOH 
I 



ci 



CHN NCH 2 C=C COOH 



I 

1112-115 
I EtOH/ 
I MeOH 




N NCH,CH=CHCOOH 



1109-113 
I MeOH 



H' NMR 



I CIo/z 
I EIo/z 



1.12-1.45(t,3H),2.4(s,8H| 
),2.93-3.2(d.2H).3.91-4. I 424 
4(m.3H).5.6-5.9(d,lH),5. 1 425 
95-6.8(m.3H),6.93-7. 45(o| 
. 10H) I 
. 1 



1.12-1.5(t.3H).2.25(s.3H| 
),2.68(s.8H),3.15-3.5(d, I 404 
2H),3.9-4.45(q,3H).5.5-6| 405 
.9(m.3H).6.9-7. 75(n. 10H)| 



l.l-1.5(t,3H).2. 45(s.8H)| 
,2.85-3.4(d.2H).3.95-4.4| 458 
(a.3H),5.6-6.85(D.3H).6. 1 459 
9-7.75Gn.10H) I 



1. 1-1. 4(t. 3H). 2. 4(s. 8H). I 
3.0-3.2(d,2H),4.0-4.3(q. I 426 
3H). 5. 65-5. 9(d, 1H). 6. 0- I 427 
7.1(n.3H),7.1-7.4(n.9H) | 



1. 8-2. 7(m, 8H). 2. 8-3. 3(o, | 336 
2H).4.1(s.lH),5.5-6.7(m. | 337 
2H).6.8-7.7(d.,10H) I 
(DHSO-d.) | 



2.4-2.720»,8H).3.5(s,2B)| — 
,4.32(s.lH).6.54(s.lH). I 333 
7. 1-7. 5(n, 10H) I (MM) 



[00 53J 



I L. 



2. 0-2. 8(m, 8H), 3. l(s, 2H), | 370 

4.05(s,lH).5.6-6.2(d,lH)| 371. 

,6.4-6.8(e, lH).6.8-7.3(n| 

, 9H)(CD,0D+CDC1») I 
J 



-20- 



i — r 

Hfcl 


m & sc 


1 M& 
1 (t:) 
1 HISS 


1 

1 H' NMR 


i 

CId/z| 


1591 


^CHN NCH,CH=CHC00H 


1 75-80 


12.3-3. 0(n. 8H). 3. 2-3.6(0. 
l2H),4.3(s. 1H),5. 75-6. 2(d 
|.1H).6.4-7.8(ii.10H) 


404 I 

405 1 


1601 


^yHN_JCH t CH=CKCOONa 


1213-221 


11.5-3. 25(o, 10H),4.05(s,l 
|H).5.65-7.7(a.llH) | 
KDjO) 


— 1 


1611 


^CHN NCH,CH=CHC00Na 


1196-209 


|1.2-3.4(b,10H).3.6-3.95 1 
Ka.lH),5.6-8.0(n.llH) | 
t(D,0) I 


— 1 


1621 


CHN NCH 2 CsC COOH 


1127-130 


l2.50-2.74(n,8B),3.54(s, 1 
I2H),4. 34(s, 1H),6. 84(d,1H| 
|).7.24-7.54(n.9H) ! 


324 | 
(-C0 t )| 
324 I 


1631 


CHN NCH t CH=CHCH=CHCOOH 
<S/ W -HOOCfH 

HVAAHJH 


1178-180 
1 CHCh 


12. 4-3.6(0, 8H).3.65-4.1(d| 
I.2H), 4.45(s, IH), 5. 7-6. 7(1 
|n,3H).6.8-7.65(o,10H) | 


396 1 

397 1 


1641 


^^CHN NCH»CH=CHC00C a H 6 
<QT • 2HC1 


... 


|1.15-L4(t, 3H),2.5(s.8H)| 
1.3. 1-3. 2(d. 2H).4.0-4.4(q| 
|,2H).4.5(s, 1H).5.8-8.6(b| 
I.11H) 1 


365 1 

366 1 


1651 


/ -^HN_NCH 2 CH=CHC00C,H s 
<Sr • 2HC1 




11. 1-1. 4(t,3H),2.4(s,8H), | 
13.0-3. 2(d.2H).3.9-4.3(q. 1 
|2H).4.35(s,lH).5. 7-6.05(1 
Id. lH).6.6-7. 6(».9H).8.3-| 

19 tjfd III') 
1 0. OKUt Any 


399 1 

400 1 


1661 

1 L 


<r - v CHN NCH 2 CH=CUC0OCiH 5 
\§l • 2HCI 


1 86-91 

J 


11. 15-1.4(t,3H),2.5(s.8H) 
1,3. 1-3- 2Cd. 2H), 4. 02-4. 39 1 
|(q.2H),4.48(s.lH).5.85- 
|8.6(o,10H) I 

1 1 


383 I 
384. 1 



[0054] [2clOj 
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Kb 

1 A 
I a 

m 

INn 

1 I1U 


i m s s i 


(t) 


1 IMS 
1 H' NMR 

1 ! CIu/zl 
1 1 E1d/z| 


167 


1 /^CHN NCH 2 CH=CHC00-^-0 | 
W .2HC1 | 


89-92 


-i- — 1 1 

l2.5(s,8H).3.15-3.25(d.2H| 475 1 
D,4.4(s.lH),6.0(s,2H), | 476 1 
16. 15-8. 650b. 12H) | | 
1 1 1 


168 


/^yCHN NCH 8 CH=CHCOOCH z -<5>-0| 
. 2HC1 | 


78-81 


H 1 1 

l2.45(s,8B),3-3.2(d,2H), | 490 1 
|4.46(s,1H).5.05(s,2H). | 490 1 
l5.9(s.2HX5.8-8.6(m,13H)| | 

1 1 

1 1 1 


169 


^CHN_NCHiiCH=CHC0()CH 2 HgH)CH3 | 
-2HC1 ^0CH s | 

— !_ 


69-72 


H ! 1 

l2.5(s ( 8H),3.0-3.5(d,2B). I 535 1 
|3.85(s,9H),4.3-4.7(in,2H)| 536 1 
I.5.1(s.1H).6.1-6.4(id,2H)| | 
l,6.5-8.55(m,llH) | | 


1701 


rs w 0CH 3 
/^jy CHN_JCH t CH=CHCOO(CH 2 ) 2 -OkOCH 2 
W • 2HC1 WH 3 


1 1 ■-■ ■ 1 1 

1 I2.5(s.8H),3.5-3.7(id,2H), | 549 I 
1 72-77|3.95(s,9H),4.1-4.6(m,3H)| 550 I 
1 !6.45(s.2H).5.85-8.6(m.l0| | 
1 IB) II 

If . 


1711 


y^yCHN_NCB 2 CB=CHC00(CB 2 ) 5 -@-0 | 
W • 2BC1 | 

1 

— L_ 


72-77 


1 1 1 

ll.6-3.0(MH).2.5(s,8H). I 549 I 
l3.1-3.2(d.2H).4.0-4.25(t| 550 I 
l.3H).4.66(s.lRX5.9(s,2H| | 
D,5.9-8.65(m.l3H) | | 


1721 


y^yCBN_NCB 2 CH=CBC00(CB 2 ) 3 -@-OCH 3 
• 2HC1 ^0Cfl 3 


1 — 1 1 

1 ll.8-3.0(m.4H),3.15-3.3(D| 563 1 
1 72-77|,2H),3.9(s.9H).4.0-4.4(tl 564 1 
1 l,2H),4.5(s.lH).5.9-8.6(n>| | 
1 I.12H) | | 


1731 


/f^\ CBN NCH 2 CB=CBC00CB 2 CH 2 N(C 2 H 5 ) 2 | 
W -2BC1 | 

1 

— L 




1 1 1 

|0.95-1.2(t.6B).2.5(s.8H)| 454 1 
l.2.35-2.9(m,6B),3.0-3.2(l 455 1 
|d.2H).4.0-4.4(t,2H),4.4(| | 
|s,lH),5.8-8.6(m,10H) | | 


1741 

1 1 


/^\,CBN NCB 2 CH=CBC00< NCB | 87-90 
V ^ . 2 HC1^ NO 1 

" 1 


H " 1 i 

ll.5-2.5(m.l7H).3.1-3.2(d| 604 I 
|.2H),4.3(s.lH).4.5(s.lH)| 605 1 
l.5.8-8.6(m.HH) ! | 

1 1 1 
j . 



[0055] [$11] 
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1 

Mb 
l£ 

iNn 


t* iH 5t 


1 

1 (t) 

i ma, 


i i 
H' NMR 


1 

S3 I 

CIn/z| 

FTllM 

LtLlMf it \ 


175 


/-x, 0ffltO 2 CB=CBC0NHCH s 
• 2HC1 


1 87-91 


12. 5(s, 8H).2. 8-3. 0(4 3H). 
13.1-3. 2Cd.2H).4.5(s.lH). 1 
15. 5-8. 6(n.l IB) 


368 | 

369 I 


176 


/-yCHN NCH 2 CH=CBC0KHC,H 7 -iso 
^ • 2BC1 


1 74-79 


11. 1-1. 2(d, 6B).2.45(s.8H)l 
1,3.0-3. 2(d, 2B).3. 9-4.4(m| 
,lH).4.4(s, IB), 5. 5-8. 6(m| 


396 I 

397 I 


177 


/— \>CBN NCH 2 CH=CBC0N(C 2 B 5 ) 2 
\S W • 2HC1 


1 66-69 


1 1. 0-1. 5(t, 6H), 2. 5(s, 8H). 1 
13. 0-3. 6(n, 6B), 4. 45(s.lH)| 
l6.2-8.6Gn.10B) 1 


410 I 

411 I 


178 


>Sj . 2BC1 


1 95-99 


11.15-1. 4(t, 3B).2.45(s,8H 
l),3.15-3.25(d.2B),4-4.4(| 
|q.2H),4. 4(s. IB). 5. 65-8. 51 

|/_ loin 1 


409 1 

410 | 


179 


^yCHNJO 2 CH=CHC00H 


1164-167 


|2.55(a, 8H),3. l-3.39(o.2H 
|).4.48(s.lH),5. 8-8.75(ni. 1 
I10H) 1 


355 1 

356 I 


180 


.—.CBN NCH 2 CH=CHCH=CHCOOH 
V9r ^ -2HC1 


1117-120 


|2.65(s,8H).3. 25(o,2B), 
14. 45(s, 1H), 5. 75-8. 5(m. 12 
IH) 


381 1 

382 ! 


181 


^ H -2HC1 


1185-191 
liso-PrOB 


|1.24(t,3H).2.48(s.8B). 
13. 12(dd,2H). 4.2(q.2B). 
14. 22(s,lH).5.9(d,J=15, 1H 
I). 6. 68-7.02(n. 1H).7. 05-7 
|.42(o, 10H) 


364 1 
364 1 


182 
i 


CH1(_JCH 2 C =C COOCH, 

H -2BC1 

i,... .. 


1140-145 
liso-PrOB 

i . .. 


12.37(5.810.2.92-3. 25(d,2 
IB), 3. 74(s. 3H), 4. 15(s, IB) 
1.5. 67-6. 05(<U=15. IB), 
16. 44-6. 9(m, 1H), 6. 95-7. 45 
l(o. 9fl) 

1 


384 I 

385 I 

1 
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Htl 



INoI 



1841 



18(1 



1871 



1891 



[0 0 5 7] 



i is a 



„ CHN KCHjC =C C00C 2 H 5 
W ^ H 2HC1 



CAN 



NCHj6 =C C00C 2 H s 
A -HOOCCH 

CHCOOH 



lotl CH §\ - ! 

1851 C:SNJICH 2 C=i 



CQ0C 2 H 5 
•CHCOOH 
CHCOOH 



CHN 



NCHji =C C00C 3 H 7 -n 
k • 2HCI 



IN NCHji 



1 



C00C 8 HT-iso 
• 2HC1 



:HN "ifCBzC =C COOC^Hg-n 
H • 2HC1 




l_NCH,C =C C00C 4 H 9 -n 
'* ' HOOCCH 



CC) 

mm 



196-200 
iso-PrOH 



170-172 
AcOEt 



161-164 
AcOEt/ 
MeOH 



11. 25(t. 3H).2. 66(bs.4H). 

3. 15(bs.4B),3. 80(d,2H). 

4.10Cq,2H),4.30(s,lH).6. 
I02(d, J=15. 1H). 6. 10(s. 2H) 

,6. 50-6. 80(a, lH).7.00-7. 
|40Cn. 9H) 



180-185 
iso-PrOH 



193-196 
iso-PrOH 



173-178 
iso-PrOH 



169-172 
AcOEt/ 
SeOH 



H' NMR 



1. 26(t.3H).2. 48(s.8H). 
3.12(d.2H).4.14(q.2H). 
4. 24(s, lH),5.96(d.J=15. 
1H). 6. 72-7.00(tUH).7.12 
-7. 50(n. 9H) 



1. 24(t.3H),2.48-2.8(m.8F 
). 3. 32(d, 2H). 4. 14(q, 2H), 
4. 25(s, lH).5.98(d.J=15. 
1H). 6. 68(s,2H). 7. 11-7.4 
(n. 9H) 



0.73-1. 12(d,6H). 1.41-1. 8 
7(m, 2H),2. 4(s. 8H),2.95-3 
.2(d, 2H).3.9-4. 28(t. 3H). 
5.7-6. 05(d,J=15.6,lH).6. 
49-7. 5(d. 10H) 



1. 0-1. 5(d, 6H), 2.4(s, 8H). 
2. 86-3. 25(d.2H),4. 15(s. 1 
H), 4. 73-5. 21(n,lH),5. 62- 
6.1(d, J=15.6, HO.6.45-7. 
45(id. 10H) 



0.7-1. 6(n, 7H).2.45-2.6(m 
,8H), 3. 32(d.2H),4. 02(t r 2 
H).4. 2(s. lH).6.0(d.J=15. 
1H). 6. 62(s,2H),6.95-7.38 
Cm, 9H) 



0.7-1. 6(o,7H),2.45-2.6(m 
,8H).3.32(d.2H).4.02(t 
2H). 4. 2(3, lH),6.0(d,J=15 
. 1H). 6. 62(s.2H),6.95-7.3 
8(n>. 9H) 
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tt & £ 



t r 



H' NMR 



CIo/z 
Elm/z 



90 



_ CHN NCH 2 C =C C00C 2 H s 
<§/ W 1 -2HC1 



182-186 
iso-PrOH 



1. l-1.42(t, 3H),2. 26(s. 3H 
), 2. 45(s, 8H), 3. 01-3. 35(d 
,2B).3. 95-4. 4(«. 3B). 5. 7- 
6. HCd. J=15. 1H), 6. 65-7. 5 
2(a, 10B) 



378 
379 



91 



_ CHN NCH 2 C =C COOCsH 



2ns 

2HC1 



187-191 
iso-PrOH 



1. 1-1. 5(t, 3H), 2.41(s.8H) 
.2.82-3.3(d,2H),3. 91-4.3 
5(q,3H),5.7-6.1(d,J=15,l 
H),6. 22-7. 640, 9H) 



400 
401 



92 



_ CHN NCH 2 C =C COOH 
@f H 



104-111 
HeOB 



2. 38(bs.8H),3. 12(d. 2H). 
5. 22(bs. lH),5.84(d, J=15. 
1H),6. 52-6. 88(n,lH),7. 12 
-7.48(n, 9B) 
(DHSO-d 6 tCDCls) 



370 
371 



93 



C NJ0 8 C =C C00C,H 5 
@/ H • 2BC1 



la] 



+6.6 



398 
399 



94 



C I(_NCH a C =C CO0C,B 5 
(Q/il H • 2HC1 



[a] d = -6.6 



398 
399 



95 




=C COOCiBs 
♦CBCOOH 
CBCOOH 



164-166 
AcOEt/ 
leOH 



1.6(t 3H),2.7(bs.4B), 
3. 25Cbs.4H).4.15(q.2H). 
4. 30(4 2H).4.35(s,lH).6. 
05(d,J=12,lH).6.15(s,2B) 
,6. 15-6.5(d,1H),7.05-7.3 
5(m, 9H) 



398 
399 



[00 5 8] 

HWO*-ffi[Tada,T. and Okumura, T. : 
J. Immunol. . 106, 1002-1011, 1971]ICipi:-C^ofc„ V W 

^9-%W&.yv M#*i 5 o~2 o o g)(O^UAf^ 

As c a r i sil^cOl 0 0 Of&:ffirW£<Sr 0. 0 5m 1 
/sit eld£#UT£»l$$frL.J't. 4 8 
DNP-Ascaris 0. 2 5 m g Srgtf 0. 5 %E 
vans b 1 u e£J!3:&7k^ffcO. 5 m 1/1 0 0 



£*fi> S^igl^lBHtricSpS^U/Co »3»tt 
0. 7%/^±/^u-^^^&a^Ltc^i: 
=iVYu-,Vt LTltiRLfc. Sgj&SrStl 5{C^-f. S 

[0 0 5 9] 
(il4) 
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ft 

43j 
No 



10 



11 



12 



13 



16 



17 



18 



19 



22 



23 



24 



26 



28 



34 



35 



43 



44 



5t1PCA 
GOng/kg-po) 



78.1 



93.6 



81.0 



92. 4 



81.5 



81.2 



76. 



70.4 



71.1 



82.3 



77.2 



74.1 



70.8 



72.5 



75.2 



81.3 



87.3 



78.5 



74.0 



85.5 



90.5 



70.9 



91.4 



93.6 



70.0 



[0 0 6 0] Wtt«2: Jrtt-A» \Am 
✓N-M^SfSHttt^ETl^S, Kttfi5 0 0~6 5 0 g)<9 
a»SriMTL»JiiftJE**fc*» ISSftJ: Ott 1 0-2 
5cm©EI»fc*au 3 c m©«*Srf^*Lfc. 

9 5 %O z + 5 C 0 2 %*g-g-#*iI^T©T y 
rod e*£<30± ltJ&iRfcLfc-T^^&tCO. 5 



1 ft 


1 77FPCA 


1 & 




1 $j 


1 GOag/ke-Do) 1 


1 No 


1 1 


1 47 


1 85. 1 1 


I 48 


1 70. 3 1 


1 55 


1 92. 3 1 


I 56 


1 71 3 1 


1 58 


1 79 1 


1 59 


1 76. 0 1 


1 70 


1 75. 6 | 


1 81 


1 88. 5 1 


1 82 


i 81.3 1 


1 83 


1 81. 3 1 


1 84 


1 82. 1 1 


1 85 


1 72. 8 1 


1 86 I 85.4 1 


1 87 


I 90.9 1 


1 88 


1 87. 6 1 


1 89 


1 74. 4 1 


1 90 


1 91. 1 1 


1 91 


1 84.5 1 


I 92 


1 72.8 1 


1 93 


1 71.4 1 


1 95 


1 68.5 1 




1 ffc£ttA | 68. 3 I 


1 nfity 


1 56. 9-69. 9 ★ | 





fco S^r^r^ 1 6 fc^-fo $16 lc^-£n< vvf tuofls 

[0 0 6 1] 
[SI 5] 
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t/tBis 
ECsoffiOO 



1. 9X10-' 



2. 6X10" 7 



9. 7X10- 



9. 0X10 



L 7X1Q8 
5. 7X10° 



3. 1X10' 
3. 5X10 11 



3.5X10^ 
6. QUO 7 
L 2XlQ- g 
2. 8X10- * 
5. 8X10" 7 



ft 
No 



58 



60 



64 



66 



67 



69 



70 



71 



72 
73 
74 
75 



EC 9 o«(H) 



1.3X10' 



2. 9X10" 



1. 1X1Q-* 



7. 4X10 7 



L4X1Q 



^7 



2. 9X10 



1.5X10* 
9. 5X10" 7 



5.8X10^ 



6. 4X1Q- 
1.9X1Q- 
5. 5X1Q- 
1. Ml li- 



ft 

ft 
No 



_2 
J3 
JL 
_5 
6 

T 
J_ 
II 
II 

ii 
_15_ 

16 



17 



19 


1 I. oxio- " 


23 


1 1.3X10"° 


24 


1 3.7X10" 7 


26 


1 1.2X10" 9 


27 


1 3. 5X10-" 


28 


1 3.5X10"" 


3D 


1 2.6X10" 


31 


1 1.9X10" 


34 


1 5.4X10"' 


35 


1 1.2X10" 


37 


1 4.2X10-' 


39 


1 5. 2X10* 


43 


1 1.5X10"' 


56 


1 3.1X10" 


j 



[0 0 6 2] W>W3:3yyxy h&l^7-(Konzet 
t &; RosslerifeWR 

/n- h WXIitt^/wey h\C 1 0%o v a 1 b urn i 

allamine J: 0 *«rffc$1t\ AXPf»Sr 

«Sr-*-7-f gG ft#ttt^^5>^IM8) 



ft 










i nnvoo 


No 


1 (10mgAg-po) 


3 


1 90.3 


5 


1 94.9 


6 


1 84.9 


7 


1 89.2 


9 


1 96.3 


30 


I 76.5 


35 


1 90.1 



I I 



* : 30/zg/kg-po 

[0 0 6 4] Mfe«4:»tt«» 
-&Jfc££i*fcI CR«-7i)7(flcl2 5-3 5 g) 
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1 77 


7. 9X10" 7 I 


1 78 


3. 4X10" 7 1 


1 79 


4. 5X10" 8 1 


1 80 


2.4X10- fl I 


1 81 


4. 4X10" 7 1 


1 83 


7. 8X10" 7 I 


1 87 


1.1X10"" 1 


1 92 


1.1X1Q- 8 I 


1 93 


5. OXIO" 6 I 


1 94 


2.7X10" 1 




1 ft&^A 


9.5X10" 9 I 


1 M*7*y 
i 


4.0-5.5X10" 9 1 



3yyiyf&w?-ft-eil3iift 0 f*ifcft^ 
-0$ffBft&T®»£ l O 0%t LTSHffttil^ojqiM* 

Lfc. 31****1 7IC^-T 0 Si 7iC^1"$D 

[0 0 6 3] 
[Si 6] 



I 

I it 


-r 1 

1 3>7x7l> I 


I ft 


1 ft | 


I % 


I mwm i 


I No 


1 (10agAg-po) | 


I 58 


1 81.6 I 


I 60 


1 90. 1 1 


I 83 


1 82. 8 | 




I ftft«5A 


1 83.9 ! 


I M7t» 


1 75. 6* | 
J i 



Lit. iB*«*/hftJEl:^Lfc. 1 8 Ic* 

* 1 8 l&ttln < ftjiofcft* t ttlll JK fc LfcgE# 

r, *»Wfl:ft*Mt«»-csfc^tt©KtMisft*»«-c*> 



[in] 



1 

1 it/ 


■ i 
[ ?$XBl£Stt I 


1 A. 


1 f9 _f- Jttt lAr~ m F71 1 

1 $k7<mnR\i& \ 


1 /Mm 




1 no 


1 (ug/kg-po) | 


1 2 


8 1 

I O500] I 


I 0 


1 [>500] I 


1 4 


1 [>500] I 


! 5 


1 [>500] 1 


1 8 


1 [>500] 1 


i 10 


1 [>500] 1 


I n 


1 [>500] 1 


1 26 


1 [>500] 1 


1 27 


f O500] 1 


1 33 


1 [>500] 1 


1 37 


1 [>500J 1 


1 39 


1 [>500] 1 


1 66 1 [>1000] 1 



[0 0 6 5] 



7ny h^-^jggf 

(51) Int. Cl. 6 

C 0 7 D 211/46 
213/61 
213/62 
213/73 
213/75 

295/14 A 

333/20 

333/28 

333/32 

333/36 

333/42 

(72)&ik# )\m mm 

*K/ff*ErfiffiE?#7k 1-18-2 
(72)*W# &^JS 

*E«F3ie* rU = AW 2 d - wiW y ^ 
* 1 -808 

(72)%^# 

*E«F*ETti*ieiilKftM2 -13- 7 ^ 
9 >K/N>f!y *H406 

(72)?s^# 

tmKfMmMtwsk 3-1-15 



1 

I 4b 


i "i 


1 & 


1 £*&ftffl§ | 


1 % 


1 caftfi] i 


I Ho 


1 (mgAg-po) | 


67 


1 [>1000] 1 


1 68 


1 [>1000] 1 


1 70 


1 [>1000] 1 


1 72 


1 D10G0] 1 


1 79 


1 O1000] 1 


1 87 


1 [>500] 1 


1 88 I [>5001 1 


1 90 


1 [>500] 1 




IfcftfeA 1 O500] 1 


1 mit/ 


1 [500] 1 
-i . . i 



^sm^Kiff^SBr g £766 

(72)38^# *J3S 
3F 

(72)BW# 61? S 

A303^- 
(72) 3893# ffffl Bg£ 

(ft*mtt^.mm*m 3-8-20 



mm^- ffrtsas^- f 1 



